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AB Antibacterial agents of formula I [A = 2 -oxazolidinone , isoxazoline, 

furanone, etc.; X, Y = CO, (substituted) NH; R = acylamino, heterocyclo, 
etc.; R1-R3 = H, halo, Me; R4 = H, alkyl, alkoxy, alkylthio, alkylamino] 
are prepared Thus, II was prepared and had MIC of 1 ug/mL. 

IT 658073-33-7P 658073-34-8P 658073-35-9P 
658073-36-0P 658073-37-1P 658073-38-2P 
658073-39-3P 658073-40-6P 658073-41-7P 
658073-42-8P 658073-43-9P 658073-44-0P 
658073-45-1P 658073-46-2P 658073-47-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of N-aryloxazolidinones as antibacterial agents) 
RN 658073-33-7 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3-fluoro-4- (6-oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



10/632, 742 




NHAc 



RN 658073-34-8 CAPLUS 

CN Propanamide, N- [ [ (5S) -3- [3-£luoro-4- (6 -oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




0 



RN 658073-35-9 CAPLUS 

CN Acetamide, 2 , 2-dichloro-N- [ [ (5S) -3- [3-f luoro-4- (6 -oxo-3 - 

piperidinyl) phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 



O 




CHC12 



0 



RN 658073-36-0 CAPLUS 

CN Ethanethioamide, 2, 2 -dif luoro-N- [ [ (5S) -3- [3-f luoro-4- ( 6 -oxo- 3- 

piperidinyl) phenyl] -2 -oxo-5 -oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CHF 2 



S 



RN 658073-37-1 CAPLUS 

CN Acetamide, 2 , 2 -dif luoro-N- [ [ (5S) -3- [3-f luoro-4- (6-oxo-3- 

piperidinyl) phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632,742 




CHF 2 



0 

RN 658073-38-2 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3 , 5-dif luoro-4- ( 6 -oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHAc 



RN 658073-39-3 CAPLUS 

CN Acetamide, 2 , 2 -dichloro-N- [ [ (5S) -3- [3 , 5-dif luoro-4 - (6 -oxo-3 - 

piperidinyl) phenyl] -2 -oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 




CHC12 



0 



RN 658073-40-6 CAPLUS 

CN Ethanethioamide, N- [ [ (5S) -3- [3 , 5-dif luoro-4 - (6-oxo-3-piperidinyl)phenyl] -2- 
oxo-5-oxazolidinyl] methyl] -2, 2-difluoro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




S 



RN 658073-41-7 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3 , 5-dif luoro-4- (6 -oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] -2, 2-difluoro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



10/632, 742 




0 



RN 658073-42-8 CAPLUS 

CN Acetamide, N- [ [ (5S) -2-oxo-3- [4- (6-oxo-3 -piperidinyl ) phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHAc 



RN 658073-43-9 CAPLUS 

CN Propanamide, N- [ [ (5S) -2-oxo-3- [4- (6-oxo-3 -piperidinyl ) phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632,742 




0 



RN 658073-44-0 CAPLUS 

CN Acetamide, 2 , 2 -dichloro-N- [ [ (5S) -2-oxo-3- [4- (6-oxo-3 -piperidinyl) phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CHC12 



0 



RN 658073-45-1 CAPLUS 

CN Ethanethioamide, 2 , 2 -dif luoro-N- [ [ (5S) -2-oxo-3- [4- (6-oxo-3- 

piperidinyl) phenyl] -5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



10/632, 742 




S 



RN 658073-46-2 CAPLUS 

CN Acetamide, 2 , 2-dif luoro-N- [ [ (5S) -2-oxo-3- [4- (6 -oxo-3 -piperidinyl ) phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




O 



RN 658073-47-3 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [4- ( l-methyl-6 -oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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IT 658073-70-2 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of N-aryloxazolidinones as antibacterial agents) 
RN 658073-70-2 CAPLUS 

CN 2-Piperidinone, 5- [4- [ (5S) -5- (aminomethyl ) -2 -oxo-3 -oxazolidinyl ] -2,6- 
dif luorophenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 380381-21-5P 658073-59-7P 658073-60-0P 
658073-61-1P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of N-aryloxazolidinones as antibacterial agents) 
RN 380381-21-5 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- ( 6 -methoxy-3 -pyridinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632,742 




NHAc 



RN 658073-59-7 CAPLUS 

CN 2 (1H) -Pyridinone, 5- [4- [ (5S) -5- (aminomethyl ) -2-oxo-3 -oxazolidinyl] -2- 
f luorophenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 658073-60-0 CAPLUS 

CN 2-Piperidinone, 5- [4- [ (5S) -5- (aminomethyl) -2 -oxo-3 -oxazolidinyl] -2- 
f luorophenyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 



NH 





-NH 2 



RN 658073-61-1 CAPLUS 

CN Acetamide, N- [ [ (5S) -3 - [4 - ( 6 -methoxy-3 -pyridinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
OMe 




NHAc 
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AB Title compds. I [wherein Rl = H, F, CI, or CF3 ; j R2 = (un) substituted 

pyrimidinyl or pyridinyl ; and pharmaceutical^ acceptable salts thereof] 
were prepared I have wide antibacterial spectrum, superior antibacterial 
activity, and low toxicity, such that they are useful as antibiotics. For 
example, l-methyl-2-pyrrolidone was dissolved in (S) -N- [ [3 - (4- 



10/632, 742 



trimethylstannyl-3-f luorophenyl) -2 -oxo-5-oxazolidinyl ] methyl] acetamide 
(preparation given) , and the solution was added to 

2- (5-methyl-l, 3 , 4 -oxadiazolyl ) - 

5-bromopyridine, LiCl, and Pd(PPh3)2C12 to give II. The latter exhibited 
antibacterial activity against methicillin resistant Staphylococcus 
aureas, vancomycin resistant Enterococci, H. Influenzae, Ethambutol 
resistant Mycobacterium tuberculosis, and Vancomycin Mycobacterium 
tuberculosis with minimal inhibitory concns . (MIC, p./mL) of 0.39, 0.2, 
3.13. 0.1, and 0.1, resp. 

IT 380381-21-5P 380381-38-4P 380381-39-5P 
380381-40-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 



(preparation of (pyrimidinyl - or pyridinylphenyl ) (acetylaminomethyl ) oxazolid 
inones as antibacterial agents) 



RN 380381-21-5 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- (6 -methoxy-3 -pyridinyl ) phenyl ] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 , NHAc 



RN 380381-38-4 CAPLUS 

CN Acetamide, N- [ [ (5S ) -3 - [4 - [6 - (acetyloxy) -3 -pyridinyl] -3 -f luorophenyl] -2-oxo- 
5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 
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RN 380381-39-5 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- [6- (methoxymethoxy) -3 -pyridinyl ] phenyl] 
2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



O ^ .NHAc 



RN 380381-40-8 CAPLUS 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- [6- [ (methylsulf onyl ) oxy] -3- 

pyridinyl] phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





N 
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Utility 
APPLICATION 
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1 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention provides antibacterial agents of formula I 

described herein. 



NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 658073-33-7P 658073-34-8P 658073-35-9P 

658073-36-0P 658073-37-1P 658073-38-2P 

658073-39-3P 658073-40-6P 658073-41-7P 

658073-42-8P 658073-43-9P 658073-44-0P 

658073-45-1P 658073-46-2P 658073-47-3P 

(preparation of N-aryloxazolidinones as antibacterial agents) 
RN 658073-33-7 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- (6-oxo-3-piperidinyl) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHAc 



RN 658073-34-8 US PAT FULL 

CN Propanamide, N- [ [ (5S) -3- [3-f luoro-4- (6-oxo-3-piperidinyl) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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0 



NH 
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o- 
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N. 



Et 




0 



RN 658073-35-9 US PAT FULL 

CN Acetamide, 2 , 2-dichloro-N- [ [ (5S) -3- [3-f luoro-4- (6 -oxo-3 - 

piperidinyl) phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
0 



RN 658073-36-0 US PAT FULL 

CN Ethanethioamide, 2 , 2-dif luoro-N- [ [ (5S) -3- [3-f luoro-4- (6 -oxo-3 - 

piperidinyl) phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




O 
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0 



NH 



F. 






N, 



H 



CHF2 



S 



RN 658073-37-1 USPATFULL 

CN Acetamide, 2 , 2-dif luoro-N- [ [ (5S) -3- [3-f luoro-4- (6-oxo-3- 

piperidinyl) phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
0 



RN 658073-38-2 USPATFULL 

CN Acetamide, N- [ [ (5S) -3- [3 , 5-dif luoro-4- (6 -oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazol idinyl] methyl ] - (9CI) (CA INDEX NAME) 





O 



Absolute stereochemistry . 



10/632,742 




NHAc 



RN 658073-39-3 US PAT FULL 

CN Acetamide, 2 , 2 -dichloro-N- [ [ (5S) -3- [3 , 5-dif luoro-4- (6-oxo-3- 

piperidinyl) phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




O 



RN 658073-40-6 US PAT FULL 

CN Ethanethioamide, N- [ [ (5S) -3- [3 , 5 -dif luoro-4 - (6 -oxo-3 -piperidinyl ) phenyl] -2- 
oxo-5-oxazolidinyl] methyl] -2, 2-difluoro- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Q 



r 1 - 



NH 
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F 




H 




CHF 2 



S 



RN 658073-41-7 USPATFULL 

CN Acetamide, N- [ [ (5S) -3- [3, 5-dif luoro-4 - ( 6 -oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] -2, 2-difluoro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
0 




0 



RN 658073-42-8 USPATFULL 

CN Acetamide, N- [ [ (5S) -2-oxo-3- [4- (6-oxo-3-piperidinyl)phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 



0 



A- 



NH 





NHAc 



RN 658073-43-9 US PAT FULL 

CN Propanamide, N- [ [ (5S) -2-oxo-3- [4- (6 -oxo-3 -piperidinyl) phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
0 



RN 658073-44-0 US PAT FULL 

CN Acetamide, 2 , 2-dichloro-N- [ [ (5S) -2 -oxo-3- [4- ( 6 -oxo-3 -piperidinyl ) phenyl] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





0 
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6 



fH 





H 



Y 



CHC12 



0 



RN 658073-45-1 US PAT FULL 

CN Ethanethioamide, 2 , 2-dif luoro-N- [ [ (5S) -2 -oxo -3- [4- (6 -oxo- 3- 

piperidinyl) phenyl] - 5 -oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
0 



RN 658073-46-2 US PAT FULL 

CN Acetamide, 2 , 2 -dif luoro-N- [ [ (5S) -2-oxo-3- [4- ( 6 -oxo-3 -piperidinyl ) phenyl ] -5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 





S 
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0 



RN 658073-47-3 USPATFULL 

CN Acetamide, N- [ [ (5S) -3- [4- ( 1-methyl -6-oxo-3 -piperidinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 658073-70-2 

(preparation of N-aryloxazolidinones as antibacterial agents) 
RN 658073-70-2 USPATFULL 

CN 2-Piperidinone, 5- [4- [ (5S) -5- (aminomethyl ) -2 -oxo-3 -oxazolidinyl] -2,6- 
dif luorophenyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632,742 




IT 380381-21-5P 658073-59-7P 658073-60-0P 
658073-61-1P 

(preparation of N-aryloxazolidinones as antibacterial agents) 
RN 38 0381-21-5 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [3-fluoro-4- ( 6 -methoxy-3 -pyridinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




NHAc 



RN 658073-59-7 US PAT FULL 

CN 2 (1H) -Pyridinone, 5- [4- [ (5S) -5- (aminomethyl ) -2-oxo-3 -oxazolidinyl] -2- 
f luorophenyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 




RN 658073-60-0 US PAT FULL 

CN 2-Piperidinone, 5- [4- [ (5S) -5- (aminomethyl ) -2-oxo-3 -oxazolidinyl] -2- 
fluorophenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 658073-61-1 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [4- (6 -methoxy-3 -pyridinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 



OMe 





NHAC 
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pharmaceutical^ acceptable salts and a process for the preparation 
thereof. More particularly, the present invention relates to 
oxazolidinone derivatives having pyridine or pyrimidine moeity 
substituted by heterocycle and heteroaromaticcycle at 4-position of 



10/632,742 



phenyl ring. The compounds of the present invention have wide 
antibacterial spectrum, superior antibacterial activity and low 
toxicity, such that the compound of this invention can be used as an 
antibacterial agent . 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 380381-21-5P 380381-38-4P 380381-39-5P 
380381-40-8P 

(preparation of (pyrimidinyl - or pyridinylphenyl ) (acetylaminomethyl ) oxazolid 
inones as antibacterial agents) 
RN 380381-21-5 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- ( 6 -methoxy-3 -pyridinyl) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHAc 



RN 380381-38-4 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [4- [6- (acetyloxy) -3-pyridinyl] -3 -f luorophenyl ] -2-oxo- 
5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
OAc 




NHAc 



10/632, 742 



RN 380381-3 9-5 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [3-£ luoro-4- [6- (methoxymethoxy) -3 -pyridinyl ] phenyl] - 
2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



MeO 0 




NHAc 



RN 380381-40-8 US PAT FULL 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- [6- [ (methylsulf onyl ) oxy] -3- 

pyridinyl] phenyl] -2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




NHAc 
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INDEXING IS AVAILABLE FOR THIS PATENT. 

The present invention relates to novel oxazolidinone derivatives, 



their 



pharmaceutical^ acceptable salts and a process for the preparation 
thereof. More particularly, the present invention relates to 
oxazolidinone derivatives having pyridine or pyrimidine moeity 
substituted by heterocycle and heteroaromaticcycle at 4 -position of 
phenyl ring. The compounds of the present invention have wide 
antibacterial spectrum, superior antibacterial activity and low 
toxicity, such that the compound of this invention can be used as an 
antibacterial agent. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 380381-21-5P 380381-38-4P 380381-39-5P 
380381-40-8P 

(preparation of (pyrimidinyl - or pyridinylphenyl ) (acetylaminomethyl ) oxazolid 
inones as antibacterial agents) 
RN 380381-21-5 US PAT 2 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- (6 -methoxy-3 -pyridinyl ) phenyl] -2-oxo-5- 
oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 



10/632,742 




NHAc 



RN 380381-38-4 US PAT 2 

CN Acetamide, N- [ [ (5S) -3- [4- [6- (acetyloxy) -3 -pyridinyl] -3 -f luorophenyl] -2-oxo- 
5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OAc 




NHAc 



RN 380381-39-5 US PAT 2 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- [6- (methoxymethoxy) -3 -pyridinyl] phenyl] - 
2-oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



10/632, 742 



MeO 0 




NHAc 



RN 380381-40-8 US PAT 2 

CN Acetamide, N- [ [ (5S) -3- [3-f luoro-4- [6- [ (methylsulf onyl ) oxy] -3- 

pyridinyl] phenyl] -2 -oxo-5-oxazolidinyl] methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NHAc 



